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o — *b£ (4) -cfE$tL&^y ^y-ty >ft-fr»Kfi^r, [pg] ktim^jg 

k^'J^'J-t'^^ ktil-40. Yfi7Km*Xf«itt*£^U k4 
l^kSli, Uk5^2, k 5 + k 6 = k + 2 fcS»J£t-*Jfc-e*& 0 — ft* ( 

wm^^t rmgt*j t»±, # y ^* y -t y >it^m \z y >mw t e>Ki&m 

v-N-2-fcfny >^ *^-;v-2-t+yt?'J5y>i, N-*^ 
y>^f5y>t^vi, ^^^^^^-n^^V-f )Vmts:¥-t)sm\fhKZ>o 

[0 0 3 3] 

— «s£ ( 4 ) -e^ $ # v ^ y y >ffrfr» a \z j± N eg £ , *° y ^* y -t 
y yft&ysK^ > y ^jvt ^ >x(4^^ -^r $/ey ^o*afettjswit 

-e^s # y y y -t y >ft^iiv»*fc tt^iv^ 

[0 0 3 4] 

—«5$; (4) T^^tL^^y^y-ty >it^m^m^x, (1) 

55 (5) -e^$*i* 0 M 1 ; >J&5Cti> ^y ^ag-e^^y vj&s-cfc a < , 

miE#2 003-3112559 



#fl 2003-000330 



^-v: 18/ 



^•t>\ — ASsS; (4) t»S£$*L&^y ^y*y Wt^i. 5~2 ofgww Sf 
[0 0 3 5] 

A. ^ v^fH;wt^yF (DMSO) XIP h £&&if h K 

-/H:iT©7fc»*«:*r-r**-*»*ti, -*b£ (4) X-TjiZti&tfV -ty > 

ORJEKWl44#J3R5fe$*t*V>^ ^Jilf 2 0 ~ 1 1 0 °C> tfrt t < (4 3 0 ~ 9 

o °cx$>z> 0 K&v$fflimKm5zzti%^j)K i mm&±, ts-t l < t± 2 ~ 2 4 

[0 0 3 6] 

±ia-«^ ( 1 ) -e^$tt^^B^o^%^#M?si4^jt Ltfflv^ i t \z x 

[0 0 3 7] 

tBIE# 2003-3112559 



#11 2003-000330 ^-V 

I 

mtfmfbfL&o <*)mmt lt^ tmn^mn 0-300 nmt^u 

HMLt%2>!%}M<7)£:nmzttLT0. 1 ~~2 0«*%, t< JiO. 5-7® 
*%> i fJiif* L<ti0. 5 ~ 5 o 
[0 0 3 8]. 

±fa-«sS: (i) i:iv»tk 2 7&*o^fc&fl^tNi, #fc/-*>#ffiistt£ijfc 

^ojsfflfr*«a$*v^v^ra«****o -hie— ^ (i) -c^s^it^** 
, ^mm^M^mmK^xii^nmtm^mnx^^t^o^m^y), m 



ffiSE# 2003-31125 



#M 2003-000330 ^- y 

[0 0 3 9] 

±fB~*85*; (1) tc^v^Tk 3< 1 ^ok 2 >k 3.t?£>&fl;^tK "rfcfr*>#iR 
08*. tf * >tt^KXt±^*tt%» Sr^trl^^O^M *±SE-fb^-e«[S 

[0 0 4 0] 

±ie— fts: (i) -c^ £ *l & (Difkm \± , *;#v-a % o.^;i/^ 3 >, * 

[0 0 4 1] 

tt&mimz^o ztiwt&yotLTn, mints ^v/t*^ ay 

**X#y, -x.^xrty, RFS-2000^ Lurtotecan. BNP- 

WfiE# 2003-31125 



#M 2003-000330 



^-v: 21/ 



1 3 5 0, Bay-3 8 3 4 4 1, PNU-1 6 6 1 4 8, IDEC-132, 
BN-80915, DB-38, DB-8K DB-9 0, DB-9 1, CKD 
-620, T-0128, ST- 1480, ST- 1 4 8 1 , DRF-1042 
, D E - 3 1 0 f (7) * > 7'F f v >|fif , K-fe 9 ^-fe^JcMj, /^'J^^r-fe 
;K IND-5109, BMS- 1 8 4 4 7 6, BMS- 1 8 8 7 9 7, T-3 
782, TAX- 1011, SB-RA-31012, SBT-1514, DJ 
- 9 2 7l$<D?*y->mmfo, ^^77^ K, 1Mm~^X^>, #;l^n>\ 

i; h y ij .7 a, 6-^;i/#-7°h:/i; 

, T^^yr^~>>D, i^mr^^;nfv>, t^^ifv^, mm^tr^tr 
v>, ^M^^y;nfv>, i&MK3rv;n£v>\ t^t'7;nfy>, mmyv 

fcTv>\ ^-7^-^-7\ -^^-t^^^V, TNP-4 7 0, TA 

K-165, KW-2 4 0 1, KW- 2 1 7 0 , KW- 2 8 7 1 , KT-555 
5, KT-8391, TZT-1027, S-3304, CS-682, YM- 
511, YM-5 9 8, TAT-59, TAS-101, TAS-102, TA 
-106, FK- 228, FK-317, E7070, E7389, KRN-7 
00, KRN-5500, J-107088, HMN-2 14, SM- 1 1 3 5 
5, ZD-0 4 7 3f^fl,ut^t^o 
[0 0 4 2] 

, *V 3-?.? U*^h\ DNA^RNA^-ftt-Cfc J; #tc^K^#co 

ttiiE# 2003-3112559 




#M 2003-000330 

o 

[0 0 4 3] 

±SBO|&«JR«jg#tt, $^>tcU>J3g®, 

;v-tu>, *^7 7fy'Myyf-;v > *77 7f^7'J-tn-jK 

K*^*'j;v^iHn-;K -t^ ^ K*x*y /i^y ■fen-;!/**? r- h , 1 
^ 2-v^ y* h-f;v- l, 2-ft^y*^77fy>3'J> > 7*7^70^ 
>Xm77fy>«»t*lf4£i:!W^ £ *l tt 1 «X tt 2 flULh *■ «L 

lajilf, IfcftiU 2^t>2 0O|^Xtt^lMSOj©l»Be»*^f*C. 

t^ci, ^#wni±, 7"7y^m. 7,77')> 

[0 0 4 4] 



ffifE# 2003-31125 



#M 2003-000330 



^-> ? : 23/ 



0 ^tfcL^^a^lgg^it^o^^^^^^^tL^^^ Wilt VsKV 
-A^iv^yg >^^lC(i^g^5 0 nm^fb 5 m-C& *K a&bU-fc^ 
<^£\ ffr=p^*5 nm^ib 10 0 nmt^^o t> ^^lOf^f 
jitK^^t ^-^l«*7t»?OJ¥***5 nm^<b 1 0 nmT£*i£>5&*Jg<H£j& 

[0 0 4 5] 

^tttoi^f), 7kM&&*om#ff&te*j&<i-£ £36*35 ttz, mm 

o-fb^WScjgtto®^ e> , tK^v«co p h £p&tt#> «b *tefiH£ ( p H 3 . 0 ^ 
e>8. 0) KESgLfclK ft*^U>^»cJ:0^«i**»*-r*ifc#a* 

mK.it, mfom&LKis^xi*^ 2-20% (w/v) ^jl<, 5-1 

0% (W/V) ^HWiLv^o ifc. £ffir/i'3-/i/*»iKfc*jv»Tl±, l 
-5% (W/V) WiL<, 2-2. 5% (W/V) fcfcEFt Lv\, &flr 
fclzte^Xte^ $kffiM<DWk&& 5 ~~ 5 0 mM^ffi L < , 10-20 mM^$ 

3&#K&tf&flBffil«0;*£ti\ 0 . 1 mM~ 5 0 0 mM#Jfi L < , 1 mM- 

1 0 0 mM*»$ h Kftt tv^o 
[0 0 4 6] 

jgff K*ii&#4<*&«ft Kfrft t fc^jRtt, -hteoi^ t tzmmm&® ^?mm 

miE#2 003-3112559 




#M 2003-000330 ^- i? 

[0 0 4 7] 

•f&t, mm <t < mnm&Wi$m £ iL& iztb izmm *»ap J: < JigSOffiiat^c 

fcT-<3»#fi. stfeT-SAM^ry hittlv^it pjfg-e^^o 
[0 0 4 8] 

mmmmmmzmmtmftztitzftmxb zzx\,**>&&ti*, mm&m 

[0 0 4 9] 



miE#2 0 0 3-3 1 1 2 5 



#M 2003-000330 ^- V : 25/ 

> — *fcm 7 ;*°y-A, 0/WIxv;Vy 3 >, W/0/WIiv;Vya>, mk 

k#KP!5e$*i&C£:(i£v^ 01*. MTU #y- A(OM{:ii 5 0 nm~2 ^ m 
, ^^W^li5~10 0nm, X7jVy 3 >0MtW(i5Onm 

[0 0 5 0] 

MiiTj & 1 

mmm ^mm-t & >&^$> % e^s t m smit^ t offish * «t« u 

[0 0 5 1] 

TM fjv-ys > (jfLttiLIi) ^Alfiv^o #«*«tKtt»J*Lfc: < 
[0 0 5 2] 



tblE# 2003-3112559 
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^-v: 26/ 



Steffi (±7K?§140 K |® £ £ *l & 0 SEHT?***«oTV»S J3gKM#^# fcfl. 
[0 0 5 3] 

k 1 7t mwmmikfo £ </> o £ A.wm l £±-e $ ^ nig* $ s- » jg 

o 

[0 0 5 4] 



mmm 2003-3112559 



Wm 2003-000330 



i&fom k mm * §wv>;t* ^ tf&m t Lxmr b^z* 

[0 0 5 5] 

mwikfo t mm t om&m f *mmmjzfrwiLtz5mmz s h icaus 

[0 0 5 6] 

. lHlOOOftWiL<, 0. 5^*>2 0 OR«Ba*J:»)#iLv\» 

nmo l tftfrt L<, 10H2 0 0 nmol#J:^i Lv> 0 
[0 0 5 7] 



mW? 2003-31125 



#0 2003-000330 



^-v: 28/ 



S4«tlt(i, &lt#J, £Jf#J> £fltt<K itff&U MtH^J 

t>t*-v3>, n*t, ait^^k v^-^y-. y>*. rr>-fv 

o 

[0 0 5 8] 

g (6) mpg (8) &£roisfaidu ^-r^^^y-tv p*? 
y -t y > lt& o . ^tL-rn¥*ljm^^6 8 o#y ^y -t y 

Mil 
Wbi i] 

O 
II 

CH 3 (CH 2 ) 16 -CO-CH 2 

° I 
II I 

CH 3 (CH 2 ) 16 -CO-CH 

I O O O 

I li II II 

CH 2 OPO(CH 2 ) 2 NHCCH 2 CH 2 COH 

O" 

[0 0 5 9] 

y^f7n^^7Tfy>x^y-jl/7r/2 0. Og (2 6. 7mmol 
) ic^nn*;VA 1 5 0mL^Jnx.T5 SlCTlf&U ftRth'J^A2, 2 g 
(2 6 7mmol) £^2jQ L V >JbJ? * n n *>l/A#iB[fc Lfco *©*iftfcfc;Jc 
^^^3. 5g (3 4. 8mmol) SrJn^T 5 5 W 3 WWKJSfcff o fc Q 



ffiffi#2 003-3112559 




§12 0 0 3-0 0 0 3 3 0 ^<-i? 

RJSflh&OflMBttS'y ?i>f)\>-7v- Y Zm^fzmmfwYy^y 4 - (TLC 
) *)t7\;\ - > t K 'J >^ i; t y X 7 7 n 7 7 f y ;l^x ^ / - ;V 

T 5 > j&qfttfj £ < £ £ ar £ l 7t 0 IHMl: I^DD^At^y-;^ 

#«jt^8 5 : 1 5o^^=srfflv^c 0 sjsm. mwntrnMLrmwrt- h Vu 

A^|^*L7^m, i$^IiL^ 0 ^yyu\£)VT)Va-)V (i 

0 0ml) *JdA, i!T3 OiMWU. ^*Hf> (8 0mL) 

n^y^-h©^ (2 0. 5 g) fcUfco 
[0 0 6 0] 
2 

(2) vXxTn^f ;^^7 7fy>i^/-jV7^ f^pg 
[ffcl2] 

o 

CH 3 (CH 2 ) 16 — CO-CH 2 

° I 
II I 
CH 3 (CH2) 16 — CO-CH 

I O O O 

I II II II 

CH 2 OPO(CH 2 )2NHCCH 2 CH 2 CH 2 COH 

O" 

[0 0 6 1] 

^r7n^^77f^x^^r? >2 0. Og (2 6. 7mmol 
) fcfvufr^Al 5 0mL*M^X5 5 e CX"ffiWL, m^i-hV*yA2. 2g 
(2 6 7mmo 1) *miM L V >mM? n n*;i/A?§?££: L£ 0 *<0$&ifcfc&;fc 
^;V*;i^4. 0g (3 4. 8mmol) fcin^T 5 5 W 3 WFWKJESiJff o 
o S^jSCOffillg«±fafc|SIfi|tCTLCtC-C^i3Srofeo L 

T^=r-;V (10 0ml) £J>Dx.> gS"C3 0#*#Lfc o 

> (8 0mL) SfcitK MM, W^itfcJ: f)y^t7n>{;m7 7f ^ 

x^/^rry^^V-f^i (19. 8g) *#fc 0 

[0 0 6 2] 
HJ&0B1 

(3) aW^d-w^ij^ y^f7n^f;i/^7 7f-y>x^y- 



ffiiE# 2003-31125 
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^-v: 30/ 



[it 1 3 } 



o 




PG(6) 



[0 0 6 3] 

yXfTD^f ;^7rf ^Wy-;i,75 y^;^ f 4 _ 3g (5. 0 
mmol) \z?uu*)VA (2 5ml) SrJnx^ 4 5ttlffL/: 0 -TO^nn 
*;l/A?§?£lc, v^^;l^^;i/^^vK (lOmL) -Cit^Lfc^-y-^'; -tr'J > 
11. 6 g (2 5mmo 1) £#0*-, Mv^T> vv^ n^^p- /1/jJ?SM 5 K 
2. 1 g (1 Ommo 1) „ 1-)VT ^ y tfV ^> 0 . 6 g (5. 3mmo 1 
) Ztox-fz 0 KfclZ 4 5 °C-e 2 i^ofc 0 ^^/StoaiBli T L C KT J3 

d£ofc 0 h ^/;||^07 h 7=7 ~7 4 — (TLC) tc J; 

7*«»&, K5fr^ LfcHH * >£&*NI& (DIAI0N SK1BH)KSL*: 




* / - ;l/ T ^ ><7>|g|| 4 . 8 g £#7Co 
[0 0 6 4] 

iH-NMR (CDC 1 3) a 0. 8 8CX77n^;l/i^f^i7 D 

£ 1. 2 6a7TD^l/Sw^fl/yl7nh^ 5 1. 95};^ 
^m&^O-NH (C = 0) CH 2 CH2CH 2 COO-^fI/>i7Dry 
x 8 2. 2 9, 2. 3 1 ^-NH (C = 0) C H 2 C H 2 C H 2 C O O ^ V 
y^-fuyy^ 8 3. 2-4. 5K^^7VtV >mm<D^^-U>^u 




i±lgE#2 003-3112559 
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^-V : 31/ 



[0 0 6 5] 



mm 2 



(4) ^*^V-fcn-;i<^;p*i;;v -j^t 




Mfcl 4] 



o 




[0 0 6 6] 




-^7^>^;V^l/-F4. 3g (5. 0 



mmo 1) i:^nn^;H (2 5ml) Srtjnx., 4 5 "CT^f^ L£ 0 CO^nn 
*;l/A*#?£K:, ^^f^^t^v'K (2 0mL) -CjSjff L/c* * 9 W -fe V ^ 
15. 3 g (2 5 mmo 1) &#D;i, if^T, ^y^nAdry^^^f ^ 5 K 
2 . 1 g ( 1 0 mm o 1 ) „ V* f;i/7 ^t?'Jy>0. 6 g ( 5 . 3 mm o 1 

> M^^^^AH^Lfcl^-r * >3c&#J8&(DIAI0N SK1BH)KjIL£ 0 




3 >Ojfof|4. 5 g£#fc 0 
[0 0 6 7] 

iH-NMR (CDC 1 3) X *) N 0. 8 8 i:^r7n^ ;H 7 ° 
nj*>\ £ 1. 2 6^f7n/f;i/£o^fi/yS^nh> > 1. 9 5KV 
JV^^ifi^-NH (C = 0) CH 2 CH 2 CH 2 C00-O^f h 
5 2. 29, 2. 3 1C-NH (C = 0) C H 2 C H 2 C H 2 C O O -Opt + 




ffilE#2 003-3112559 
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^-v?: 32/ 



l/>*7°nh>. s 3. 2-4. 5 tc^-^ ^^Vfe'J >a^O^^-V>-7 0 n h 

[0 0 6 8] 

H»U3 

(5) t-^^V -tn-;v^;u^ i; ;v y^t7n^ W7yf y>i^;-^ 

Wki 5] 

o 

CH 3 (CH 2 ) 16 -CO-CH 2 
° 

II I 

CH 3 (CH 2 ) 16 — CO-CH 

| O O O 

I II II II 

CH 2 OPO<CH 2 ) 2 NHCCH 2 CH 2 CH 2 C— PG(1 0) 

cr 

[0 0 6 9] 

•>^T7n/f m7 7Wx^;-^75 >^~;v* 1/- h 4. 3g (5. 0 
mmo 1) C^onm (2 5ml) ^riJP^. 4 5 T^Sfc^Lfco iO^nn 
frfrAmm^ y^f^W^yK (20mL) T'liL^f^^'J-b'J > 1 
9. Og (2 5mmo 1) £2JD;i, Mv>T, yy^nA^yW;^y^ K2 
. lg (lOmmol),'^ ^)VT ^e>Jy>0. 6 g ( 5 . 3 mm o 1 ) 
£Jnix.fco £J&f±4 5°CT2B#P^i5^^o/ro RX&»^COfllBtt±fBt R«|»CT 
LCK-ffcCl&ofco M^T^ tftH U:yy^D^y;!/ 7 l/7^Mt, 

^^^^Atc^uTt^-f *>3n%mm(mki(m skibh) kmltzo mmmt, 
wo- y v ? mm, mm%&z%<o?z 0 ^^nnwrtb 

OfirB 4 . 3 g £#£o 
[0 0 7 0] 

] H-NMR (CDC 1 3) £«9, 5 0. 8 8C^f 7n>f 

h>\ 5 1. 2 6(:^f7n^Vi<7)^fi/>i7'nfy > $ 1. 951;^ 

^^»4*0-NH (C = 0) CH 2 CH 2 CH2C00-^^fV>Synh> 



tBtE#2 003-3112559 




fiMB 2003-000330 ^- >? 

s d 2. 2 9, 2. 3 1t:-NH (C = 0) C H 2 C H 2 C H 2 C O 0-<D* V 
y^-fuyy, § 3. 2-4. StCT-^^V-t'; ^ffi^O^^l/^^n 

[0 0 7 1] 

(6) t^^^'J-lrn-;Hf^y-ji/ ^f7H'fH^77fy>x3'y- 

Mbi6] 

o 

CH 3 (CH 2 ) 16 — CO-CH 2 

° I 
II I 
CH 3 (CH 2 ) 16 — CO-CH 

| O O O 

I II II II 

CH 2 OPO(CH 2 ) 2 NHCCH 2 CH 2 C — P6(8) 

O" 

.yXrTo^;KU77fy>x^-^7r/t^H-h4. 2g (5. 0 
mmol) \z?uu*)V& (10ml) £3jn;L> 4 5 < Ctr»t/S 0 i^no 
^fWJl/*^ryF (2 0mL) Ltz* 9 9 9* 1 ) *fe V > 

15. 3 g (2 5mmo 1) £2j|Jx^ *Ji/f u^* lUtfitj < K 

2 . 1 g ( 1 0 mm o 1 ) „ v ^ f;V7 5 J t?U i?y 0 . 6 g ( 5 . 3 mm o 1 

V- h *m^fzmm?w h 9*77 4 - (TLO te±!JfTV\ yxf7n^v 
^77fy;Vx^-;v T ^t^y^ h*nfttti$*Lft < Ltz 0 J£ 

*fflv^ 0 flfffl \^tzV*s9 n^* vr 

A K^l^HM" * >3c$MtJ3i(DIAION SK1BH) KM Ltz 0 $&tBifc*±. *9 S—fr 

&<Mkmn Ltz v >wom--r v v * A7K^^^tt> t fc 0 h'^ 

-bn-^t^y-;v ^f7n/f^^77f^x^y-;P7^©iS4 
. 8 g &?#£o 
[0 0 7 2] 



fcBtE#2 003-31125 
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1H-NMR (CDC 1 3) J:iK a 0. 8 8 f7 n 4 ^)V^fu 
h>> a 1. 2 6}:^f7n^;^^fl/>i^nf> > $ 2. 2 9, 2. 
3 lfc3^*Kfi*0-NH (C = 0) CH 2 CH 2 COO-O^f h 
5 3. 2-4. 5l:t^^7'J-t'J>fi*(0^f l/^ynfy, ^f-yf 

[0 0 7 3] 

^M#U 5 

(7) f f7f*^'J-bn-;Hj-^y-;i/ yX77n^Kt^77f y>i^ 

y^7r/ois 



mmol) l^nn^A (10ml) £#n;i, 4 5tt'i^U; 0 ico^nn 
*)VAmm~, Vtf-nsTsA/***/ K (40mL) "T??#$F Lfcf- h 9 -fe 
V>29. 8g (lOmmol) fciDx^ ^v*T\ i?istrw^**sn,iin,tf*J4 
5 KO. 8g (4. Ommo 1 ) , y^f;V7 5 J fcf; 5»0. 3g (2. 1 m 
mo 1) Srimx-fco &j£fc*4 5TC*?2B#ra*5£fcofc 0 R*S»^COfllBtt±fB £ 
IWiatcTLC^TiS^^o^o EJ&fcTfc, t!UU;yy^DA^y;^i,7J 
«Kft^ *ft*#?Afc3te*LfcNM' *>23fc»J&(DlAICN SKlBH)te»Lfco « 

/7-fe h >/y^f;^;v*^ry h\ XfiT-t h >/V t-f-n/Xfr** v K-e3!S] 
JMTfU f F7f*^'J-bo-Wy^ ^f7n/fHX7 7fy>i 

[0 0 7 5] 



o 




[0 0 7 4] 




-^7<>t^yi-M. 7g (2. 0 



tbSE#2 003-31125 



mm 2003-00033 0 



: 35/ 



iH-NMR (CDC 1 3) £ 0. 8 8 i:Xf Tn^^i^^.f ;i/^^n 

h>\ a 1. 2 6 CXfTn^f )V^<D*^-Vym-?u I <y 2. 29, 2. 
3 1C3A^«^)-NH (C = 0) CH 2 CH 2 COO-(7)^fl/>l7'Df 
d 3. 2-4. 5 Kt- Y 7f*/'J -trU >&5|S<7>^l^7 9 n b ^ 

[0 0 7 6] 

(1) ';*'v-A(oii 

^ 1 ^Ltzmm.mitm (mmm 1 ~ 5 . ^rncwM 1 ~~ 4 ) oig® 

j&U ^nn*;vA • J*?y-;W1H£ (2:1) KfeffiZ &f z ^ ^s^tfu-? 

m ('Jk'K7^VA) ^ ^#>6 5°ClcM^LTi3V^c 1 5 5mMM7>-^- 
"7AtK^ (pH5. 5) 1 0m\ W&m^tftttfh^JVry ? 

frmm***zS1-4*f-K&LT^ 1 0 s t r o k e *^yt-f XL/;t, 
JL&<7)#V >7V>7^^-^fflv>tt^ (0. 2^m 

X3HK 0. l/<mX3IIk 0. 0 5//raX3W0. 03/zmX3HJ) fc^T 
0 0 nmfmo^'J ^V-AM^iILf: 0 

[0 0 7 7] 

i^'J^V-A^fl4m 1 ^^S^7X-e2. 5te#|RU £ 6D#5fRL*: 
^V-A^TO^^^f-^--7lrAtv, 6 5 0 0 0 rpmfl Bf^^^il 

l^il ±yt£3t-c, &mikm.ftxm>bm<Dv#v-Afrnm.mi o m 1 

«Iil5 0mM) &^K*V;Vtfv>}M (H4WE ! 3. 3mg/ml 
^S^7X) £?"*I> 60t KflnS t *C £ £ , #*Jt T-^ V *° V - A frfflim 4 K*f 
L Vfr\£*s>mfBL 6 ££n;L£m (BP*,, **!-&»ift£8:2. Omg/mK 
ft*^Jii®^{i20mM), 1B#^, eoWv^-M^ HK-T*l£ 



ai!E#2 003-3112559 




12003-000330 ^-v' 
[0 0 7 8] 

(2) V *°V-A<7)t7te 

v ;v fcf v > <t> >; *° v - A^ofenmii, ±m V *"V - A^ifc$<7>-g|$£lDlc> 
T^i^a (-t77f-;n G-5 0 ; #Kiffi^S^m7X) *V K 

i ; ^. - a tt5 L £ # y - A 4> <a K 3f y ;nf y £ * n t h ^* ^ y 

fP^^ormWtt^mSL (QELS) mzXMfeLito *<Df&^ miK^X 

y/Hfi/^OfiHWttlittl 0 0 %T-&^tztzfr, 7t<DVtfV-AfrWc%L**r<p 

■C, ft^TO^til. 5mg/mK **Mtiftj&fi 1 5mM) 0 Sfc. 

&mzttmM3RU?4<DV#V~Ate, mM'bfrffi (6 5 0 0 0 r 

1. 5mg/ml t%2>£7l l zm$kLtz (L^oT, flfcttJHtift 
1 m$ 2 0.9 mM> HJfcM 3^19. 3 mM, MMM 3 li& 1 7 
. 2mM, *fJH0I4»±*&l 8. 7mM) 0 &ib\ v»i**LOV #V- A i> ^(Dffi.^ 
m± 1 0 0 nmifftt*ofc, 
[0 0 7 9] 

( 3 ) yy b -e^Jfil^Tf 
-tlE^MM 1 ~ 5 , ^crtcStJRffl 1 ~ 4 £fflv>T, S D&Mte.? y h ( 6 M4t) 

-A#fHfc£i$t5-L (l»5E;t4Ili7. 5mg^y;^>V5ml/ 
k g) , -eot, #^lflLB#* (2, 4, 8, 2 4, 4 8. 7 2. 1 2 0, 1 6 8 

mm) r^-7-)vmmT, mmmzv^wymL (o. smi^imi) £ 
tauc (o~oo) ^^tht^o ^i K7Fi-£ o ftmw i (o^mmMM s 

#*«*v»y *°y-A, 2tB50!l2 <0#»TOKR#fl:Oi; >Jiil£SI$7> (DSP 
E ; ^f7D^;V^7 7 fi;;i/x^;-;i/7 5 >) ©**«iHlLfcy #y- 



tBIE#2 0 0 3-3 1 1 2 5 
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A. Mmffl3RTf4<D&ffi^6-2 2 8 0 2^m^XM. (J > ? - j~> 3 i- )l< 
■yt-t^-tr-TT-vnny'^ 111^. 1 0 3H> 1 9 9 4^) f 

£ fix & # >; ^ -b >; ^j§igi§2*#:£ » L y # v - a o a u c k it l 

4 a u c-t>mt> ti, h frK&^isa.q'ffi'gmmtb h titz 0 

[0 0 8 0] 
[mi] 







(nm) 


(%) 


AUCo^8±S.D. 
(pg • hr/mL) 


i 


DSPE -PCK8)/HSPC/Cholesterol= 
2.08 mM/11.28 mM/7.68 mM 




11 ft 


o417±zz4 


2 


DSPE-PG<40)/HSPC/Cholesterol= 
0.72 mM/11.28 mM/7.68 mM 


76 


100.0 


3775±1038 
(n=4) 


3 


DSPE-PG{6)GIii/HSPC/Cholesterol= 
2.08 mM/11.28 mM/7.68 mM 


94 


77.6 


4264±131 


4 


DSPE-PG<8)Glu/HSPC/CholesteroI= 
2.08 mM/11.28 mM/7.68 mM 


78 


96.6 


4284±249 


5 


DSPE-PG(10)Glu/HSPC/Cholesterol= 
2.08 mM/11.28 mM/7.68 mM 


83 


100.0 


4034±387 


*tmm 
i 


HSPC/Cholesterol= 
11.90 mM/8.10 mM 


91 


100.0 


452±98 


2 


DSPE/HSPC/Cholesterol= 
1.04 mM/11.28 mM/7.68 mM 


94 


100.0 


397±133 


3 


DSPPG(4)/HSPC/Cholesterol= 
1.04 mM/11.28 mM/7.68 mM 


125 


87.4 


317±129 


4 


DSPPG<6)/HSPC/Cholesterol= 
1.04 mM/11.28 mM/7.68 mM 


146 


80.4 


233±58 



DSPE -PGK8) : %Hm 4 »C £ <0 
DSPE-PCK40) : $Otm 5 K J; !? -g-fifc,, 
DSPE — PG<6)Glu : StOkM 1 1- <t <0 -g-fife. 
DSPE-PG<8)Glu : SHJStflJ 2 l^<t 
DSPE -PGU0)Glu : MMM 3 »c J; ■> 
HSPC : TkStsyra 7 r ^S^wa y > 

DSPPG(4)Rtf DSPPG(6) : 4#B8¥ 6-228012 #^fg, AfSt (Int J. Phana., Ill, 103 (1994)) 

■cBi^s^fc^y r y -t y ^$%m$m# 
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Od*>ffi*i*tc^v-fei; ^ 7v^U>rv =t-fr%mz.#)—KfeMLtz 0 -to 
[0 0 8 2] 

^^^^-^ 5. Owt% 

2. Owt% 

tw^r/^^ o. 5wt% 

0. 5wt% 

^^^-^ 7. Owt% 

T 5 ^ 2 . 0 w t % 

M7xt3 - /l/ 0. 0 2 w t % 

it* 
Jlfi 
7 3. 0 w t % 



[0 0 8 3] 

«M8 : 'J^v-AiLI^il tr<7)fFffi) 

-ks.7kffi*^y r^-z/fr^V >6 4 5mg, nv^fn-;i/2 9 Qmg&O^ 'j 
>^2 3mg teMfcl : 1 : 0. 1) S^t^^nn-W^ijjV 
•rTo^ WX77fy>x^;-iV7^ >ZM&mnmiJ£5*fr%t%:2> J: 9 
^#>6 or^MSL/i^S^TKl 0-1 1 mL£*&^J§gJf 1 0® 
dtJDx.Ta#L> £tt>K6 0 T^7K^*^*^^-f ^f-^T 1 0 

& £ mw<D i % $umi ^-a-tf mmu & 6 o t: kms u§— ks&b l mw l 

[0 0 8 4] 
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^ — v 



[*3] 

± * / —}V 

7 ^ > 



2 . 0 w t % 

2 . 0 w t % 

5 . 0 w t % 

10. 0 w t % 

2. O w t % 

0 . 0 2 w t % 

mm 

MM. 



2 . 0 w t % 
6 7. 0 w t % 
10. 0 w t % 



•■ 

[0 0 8 5] 

Jfc$t£-/&0!l 1 

(1) *J **f-)Vi£V t^ryif UV*;W\^;v ($5^*2 0 0 0) v^fTn 

^^h^^f'Jt^yxfl/> (^12 0 0 0) (2 0 g. lOmmol) 
l:Ml/X> (8 0mL) fcJn*., 1 lOtim ««U BfckLfco 1,1' 
-*^4?-^>f ^^V-^ (1. 95g, 12mmol) *2HI;U 40 ICC. 
2HTO>$tt tf V ^ > (1. 5 8g. 2 0mmo 1) , yXf/n^H 
X7 7f^;i/x^y^7^ (7g, 9. 3 6mmol) ^SDx.> 6 5 ICC 5 
B#WKJo3*fco EJSiftfc^*^ (3 0 OmL) £A*U «ffi-ffc$-fr7t: 0 &J| 
izWt&jL^n, (4 0 OmL) SrflPx., 6 5lCCi£fl?L3 QfrWmk, 5tC^ 

(4 0 OmL) KTi&RU m*#Jh K# 7 0 

o (2 0 OmL) KTfihllSii^ MM. *a»U *6&tt9 8. 3%co 
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^-V'. 40/ 



-frT$>£l 5. 3g (JR$£5 4. 7%) *»fe 0 ^Jft«rO^*ftt, v'j^y 
;W-h^^H^n-7f^77^ (TLC) l:J: frtrofc. AHMt 

[0 0 8 6] 
[0 0 8 7] 

JtTOJl iWffi^oJtK (#M^«Ji: LTOffNBi) 

.tfclfcfrjfefll 1 Tr#7^7 * V-frX*) l/^*;V;^ ;v (#^Jt 2 0 0 0 

) y^f7n^^77f^x^y-^75>{:ov^ 9 £ 

[0 0 8 8] 

m»J10 (IP-M 73"l*fe£iJ itt<7) fp'fffi) 

t^^'J-bn-W^y]V ^f7D/fm77f^Vx^;-;v75 

^l7jci^7 7fy>n'j> (o. 1 g> 0. 13mmol) b*9*yv* 
u~-)\,7")V? V)V ^77n^;i/^77fy>x^y-;v75> (lg, 0 

. 1 7mm 0 1) zm%& (5mi) Kmnumwi^vtzo ty-teusmmz 

mm* (9 5mi) *&*izmn&&u Mm-?*}- tttt 

o ftt>tLtimmz-o\,*x&9tm&&w; (nicomp Model 370 : mmmmw^nm 
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^-v: 41/E 



o tz 0 
[0 0 8 9] 



ffilE# 2003-3112559 



#M 2003-0. 0 0330 



[tfft^S] Tiaco-ig^; (i) : 
Hfci] 



(55*. [PG] kli*^jRkO#V ^>;-fey >^)»*Sr^U kii2~5 0^ 
U RlC0MR2C0lif^^{:Mt8~2 2^)7v;l/«^U a 
{i-ett-rtii^ilH 0-5 U b &*rtl?timL-K0Xl± 1 U M 

k K k2. 25.^k3(iTffiO^# : 1 ^ k 1 ^ 2, 0 ^ k 2 ^ 1 , k 1 + k 2 + 

k 3 = k + 2 zmfc-fzwuZTFt) -emztiz v >mwmmfeo 
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i . b 
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[000004341] 
1994^1 1| 9 B 




i . wm.*$-n a 
ft m 



^—5?: 2/E 
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[000002831] 
1990^ 8B28B 

Jfc35Cta$**EB#«3TB 1 4#1 0 -Si- 
ll- 
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